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(54) [56W©*»] *Jl//t»/-;VR»«*<fc^^u$«iMW 



(57) ami * mm -m. <n 




H H 



CO 



[r 1 \tmm&4~7<D>'*u7)i*)V7)i*)i>, gust 

r ss&»7'jM«i. -«st (i) « 
(+) (-) (±) *«rtr] ratisn*** 



fc-*s£ (i) ic^snsss^&wss^t-r-s* 
gammas. 
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(2) 
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H 



XDgO 



<i) «(+)#, (-) (±) #$#trt *;wt 

[»#S2] -*« (II) 
Kt2] 




ODD 



4-7©5/^n7;V*;V7;V*;K &*ft5~7©->ir 
nTfrtr-JVTJWW 8*86-1 0©7<J-Jk 8 
*»7-15 075M;K 8*»l~5©7Jl'y= 

jk 75-;u-2—f;P7;v*;k 9 1 x^-2--f;u 
7;v*;k i~5©7;k*/'f;k£au 

R» tt**. 8*»l~5©7^Jk 7xn;k *fc 
tt-OSWSSU R» , R« tt»arUT*JH, Vy 
*. ->7A -hD, &iR»l~ 

»l~5©7;k3*5/. 75 A ftSft 1 5 ©7;P* 
*tsa *&»4&*Rl~5©7;k3* 
>>*JV#^*at. -«5£ (II) 14 (+) #. (-) 

(±) #«■£&] Tj* a n 5 * ;w\* v-)wmfr* 
& tt*©*a^wicfiF*sn4«[**3»«» t 

[000 1] 

f4*n6©«ai^wfciiF$sn****ssj«»tfsft 
aafliiwBicirr*. 

[0002] 

[«*©&«] ftftttMftltt. S»g#ttK>[Uefc«E£ 

©ftUB£fco£t*ta&n. #£HSf*«©#lfT»K 
LT^fc. £fcl 9 84*F. ->^DX#U>AJ:D»1 
0 0f&8*fc&&ai1WS!ltl,TFK-5 0 6**S«U 
->^DX#U>A©fiBfS«l5fe©tbT»!^fanTt» 50 



4. l*>u cn6©^ffi«nsi»iceaijfpffl*i*.5ci 

**l5!6*>K:fcD, ^D^#U>ATttKF«tt, FK- 
5 0 6TttASt^JBlC«k5«:S«^»jii'g*i«*tB»e 

«fr*&j&. ft^iixT#«^«m©®»«©KaB* 

«Kfe©**^»*. 
[0 0 0 3] 

[55W#«PifeU«fc5t-r*SHI] «#$&»»»*©« 

tt3&«^tt$8fttt©fiv>gai*t$ 
j&enr^-s. *»w»4, mtrntLT* 

«Tas8fcfc^iwa!£««T* - 1 sew tfs. 

[0004] 

[««**&?-* &a©^&] ±iaaiis«ft-r4&» 

&. -rfctoS. #SBBtt-*« (I) 
[0005] 

Wfc3] 




(I) 



[0 0 0 6] R l IJg*»4-70y^D7JP 

**7**/k 5-7 D7J^-;l<7;i/+ 
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(3) 
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;k &**4~5©7A<$-XJk SfcJ4TU;P*gb. 
HB5t (I) tt (+) (-) (±) #££&] 

H 



*&£zt-m. (id 

[0007] 

[fc4] 



H i 



[0 008] [5**, R ia tt4UR. &5*R1~5©7* 
*Jk &*ft4~7©2^n7;l'*Jk7;M 1 Jk M*ft 
5 - 7 © ~s {/ U 7)]s*r-)V7)V*)V* 6 - 1 0 © 

7U-;k RSS7~15fl)77WJk &*»1~5 
©7;V^rx;k 79x*- 2 — f g^xxjl- 
-2-4Jk7A'*Jk *fc«E$S*l~5©7;kfr/'f 
;i/£*U R' &jf&Scl~5©7**;k 7i 

x;k ££fcJy<>i?;k£3iU R» , R 4 ttaSLT* 
SR. 7?*. A*. 3£})i» 5/7/, -hD, & 

*ftl~5©7>Mf;k ^*«l~5fl)Any/7M 
Jk &*Sl~5©7;k3*-X 75/, &SK»1~5 
©7***73/. *ft:ttMlK*l~5© 
7)V3*~>il)l>#=.)U*$i-r. -jfciS (II) tt (+) 

», (-) (±) *&-&&] T*3ti5*;wty- 
;i.R**sfctt*©jia!^«»ciiF*sn««sw«fi^ 

[0 0 0 9] KIS^WtfiF SL^«tLT»i«Ktt, 5ft 

mm. *Yb**Be«, u>is£fc £©*«««&, »gg 

£. RS*, *x>»£, ->i»?»tfi, £W?;MMfc. 
>J>=f»«. fiSRJfi, 7'?;n«. -7H>8a. * 
7**R8fe£©#«;*>;ki?>Kifi, 

**>R«fc£©*»**j|oK8a*#tf5*i, &*vc 
U>»£, iBHBMfi, **>x**>WI*» 

[0 0 10] UttMfctt, —ti&i (II) -r$ans*»* 



55. R 1 ' fcbTfct**, /5S)k X9-A, 7uM)V, 

JM^Jk S/^D'O^Jk*? 1 *, S'^n'V**'*/^ 
;k v^D^x-Jk^k ->^P^>-r=Jl//^;k 

n^S+'fe-Jk^^k 7x-Jk ^-7^;k 
;k 7x-;px^;k 7U;k 7a<-)\,. frz.fr, 

2 ~ f *7;Mr)k ->^n7'Qb:;v*;Wjj?x;k R« t 
UT»i*&. /3Mk xf 1 *, T'ntfjk 79-fr, 
?fr. 7xx;k R" . R 4 tbTttjJcjR, 

7<y3&, £f&. A*. 3*5*. ->7/. xhD. 
fr, x?;k 7at:;k «>9-fr, b'Jyfr* 

u*7fr, ;*!>*->. ih+k 7ai|?+k 

^>h*->. 73/, 9***73/. **#* 
-X / h *->#*#:=.», xh+S'**^*, 7n# 
*->**#x*. ^h*->***xjk ^>h+->*jv 

i/pu^rfrtf-fr, v^p^N+vJk^^k ->^n 
^r-JV^fJk S^a^r-xik***. v^a^* 
■tex****. 7U*. 7rx*. <>*x*. R' , 
R» , R 4 tl/Tr4**©t>©«^*UVi. 
[0 0 11] *&«©-«:£ (I) ©fc£<»©3-&R» 

*t7'J*-e**te£<» jl 

[0 0 12] 

Hfcs] 



CDgO 

H H 



[0013] £, 2-7'J*-l, 2, 3. 4. 4a [4. 3 - b] Ufr/V/~-frb.to*,tZ. C©*«^|C 

a, 5. 11, 1 1 a Fn-6H-h:U H 50 fcoT*^©8r«fc£&£ft#«lC$tf*fcS#, 2 
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5 

-^jrD^nK/If^^Af- 1, 2, 3. 4, 4 a a, 
5, 11, 1 1 a 3-*?*fc Fn-6H-bTU H 

[4, 3-b] *)WVS-fa Z-WUttfr*** 
-1, 2, 3, 4, 4ao, 5, 11, llafi-W 
^kHD-6H-tTUF [4, 3-b] *Jlr/t«/-Jk 
2-is9U1>9>Hr*<f>JI,-l 9 2. 3, 4, 4 a a, 
5. 11, 1 1 aff-t^^fcHD-6H-fc;U H 

[4, 3-b] *>Wt»A-lk 2-is#U'\3ri')V*?- 
)V-1, 2, 3, 4, 4aa. 5, 11, lla]3-t 
FD-6H-bTU H [4. 3-b] *JWV/- 
fa 2- (l-S/^ni/jrn/WWM -1, 2, 3, 

4, 4aa, 5. 11, 1 1 a0-t^?t HD-6H 

-kuh [4 ( 3-b] #;wv/-;k 2- (3— 

D^x— -1, 2, 3, 4, 4 a a, 5, 1 
1, 1 1 ai8-^^tHn-6H-bfU K [4, 3- 
b] iJJWVS—fa 2- (1 -i/>7U*\> ; T-)V*3 L 
M - 1. 2, 3, 4, 4 a a, 5, 11, llag- 
***fcFD-6H-KUP [4. 3-b] *;wt*/~ 

jk 2- (3 -v^n^>^;^^^;w -l, 2. 

3. 4, 4aa. 5, 11, llafl-t^^tHD- 
6H-KUK [4, 3-b] *JhW/--Jk 2- (4- 
S/?D^>f-A^WW -1, 2, 3, 4, 4 a a, 

5, 11, 1 1 a0-*-**t:Fn-6H-tfU H 
[4, 3-b] *;Wt>/-;k 2- (1-S/^D^-fe 

-Jl/^^;W -1, 2, 3, 4, 4 a a, 5. 11, 1 
U/3-t^tHD-6H-^UH [4, 3-b]* 
)WVS-fa 2- (3->^D^*-fc-;M^;w - 
1, 2, 3, 4, 4aa, 5, 11, 11 a0-*** 
tHn-6H-tfUH [4, 3-b] Is MVS— fa 2 




(4) ^08^4-3 6 8 384 

6 

- (4-^^D^\*irn;i/^^;W - 1, 2, 3, 4, 
4aa, 5, 11. 1 1 ae-mt Ho-6H-tf 
UK [4, 3-b] *JWV/-;k 2- (l^r- 
;W -1, 2. 3, 4, 4 a a, 5, 11, 1 1 a 0- 
t^^tHP- 6 H-fcTU F [4, 3-b] *;Wt*.A- 
;k 2- (2-yx-;W -1. 2, 3, 4, 4 a a, 
5, 11, HaJ-***tFn-6H-KUF 
[4, 3-b] fjMVS-fa 2- (3-7r-)V) - 

1, 2, 3, 4, 4aa, 5. 11, llajS-*** 
10 fcFn-6H-bfUF [4, 3-b] *JUt»/-)k 2 

- (l-^>x— -1, 2, 3, 4, 4 a a, 5, 
11, 1 laj3-t^?kHD-6H-fc!UF [4, 3 
-b] #;PAV-;k 2- (2-^>f^W -1, 

2, 3, 4, 4aa, 5, 11, lla/3-^^tK 
n-6H-t:UH [4, 3-b] iJMVS-fa 2- 

(3-^>x-;M -1, 2, 3, 4, 4 a a, 5, 1 
1. 1 1 a 0-***t Fn-6H-h!U F [4. 3- 
b] % MVS- fa 2- (4-^>f^;W -1, 2, 

3, 4, 4aa, 5, 11, 1 1 a j3 Fn- 
# 6H-fcTUH [4, 3-b] XMVS-frtzZitmi* 

[0 0 14] ft*. *58W©~«* ( i ) , on ir* 

StlSfl^ftfc (+) (-) SScfctf (±) 
[0 0 15] #3891<z>-je5fc (ID cofl:^«, JlfcW 

[00 16] 

Mfc6] 
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[0017] s&iiee, -«5* (in ) •ejpsn-sfc 
«. mntVTm»z{£&<i/o on ) ©5S> r 8 

Wffi-CftSA^ X?MP© ■&©##$ 

(IV) ©R»* HWE)£8t^DT*0. XtlTlifi 

MJ*A, zKRfc* «J 2A. *Rfc;&JI^A» *Rfc 
AU*Afc£©**Jfi#fflV>Sn-&**. fca>Tfc&R* 
**h'J*A» 'J *A*<ff£n-S. Sfflttt 



Ttt. DMF, DMSO, HMP A&£©jR«tt7:/n 

40 fcj&rCbDMF. DMSO, HMP Afc£©3RStt7:/ 
Df/yi' l<. fttCDMF)&133:U>. 

J&fiSEtLTtt. -50-1 0 CCClBHTSSfT^rtB-C 

a***, 2o~5 o-c-ctts-r^friie^^en 

[0 0 18] 3S2Ig«, -)RJC (V) TiSSnSft^ 

8K Robinson iUfcEffct. I^KgCSX^T-;!/©!!! 
50 R£K©Ig-t?&5. S30©1. 
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(6) 

9 

li. 8£#«T. -85* (V) -C^StlMiStofcigJif 

'J*A&£©*S)Hfc£JS8t &«t>Mtf-HJ9A;th* 
->H. :*-r-U£AXr-*->F» #y>A.*r-*->F> * 
U SA* F&£©&JH:TJP=i*S/ K&£jWBv>$ 

#«&fc**5&jgJ)H\ X-^;k THF, DME, 5? 

>1t£<DX-r)VJikmm> J9J-)W X*/- 10 

;k -fu;\;-)W 7? ;-)i>fcZo>7)V=i-)],%im 

)W8^i&n*#, ft#Tfc^>1?X WkXX 

l$thji/x>*iM*b^. asiiafi-5 0~i oor 
o«fflTHffwi8T».5*t. mco-sotreas-r^ 

£ISSa*#5n3. &© Robinson 58fcKJ&£. 
Ec5xz?;K0Jn*»», K^R©xett. HIST 

mm>. x-x;k thf. dme, 5>:**u->&£© 

A. zfc»rt;#ytfA, *Kfc*;!/5"i7A. *Sfl;Aij^ 
A, IBB^'J^A, ^SAU^A, fittftJUS'?*. 
&RA>J*A, HJ* A. #K#*#'J>>A 

&i©**tt*tfflVi5n530\ *fctt>l*y-/k X:? 

H. :J-MJ#AXh*->F> #y«>A*r-*->F> *U 

<> ax r* * •> h * 2 ©&«7;io h jWB v> s ns 
**, *ww-mj«>a, *Kft*u«> 30 

A. *ttft*;i/->«>A. #»fisny?A. gafcf-HJtf 
A. KHAU^A, ^tt*;V>">A, &R/1U«>A, $ 
BUm-)- h U •> A. iifflWciti* 'J 9 A* £©««£*»# 

■>AT?siji-rtgis**^&n-5. Ejsfi«tto~i 5 
0t©ttHTHff5ilBr*^*», fifes o~i 2 o'er 

[0019] gsxatt. hrs (vi) T?*an-s^ 

\zm&7>*-7m®&. mm&m\Z<jzZ Birch Mtc 

©*fr*tff*t<fflv^n^. juMgctt. 
v»*x-^3R»«ic»»bfcs«*ini*Ta#r*r 

MJ$A. *'J£A, *;k>-> AftWtf6n5*t, 
&*v?fc U^SA. ^h'J">A*t»*l/<. ttlCU^ 



&H¥4-36 83 84 

a»ttX-T-;k THF. DME. 5?:**ir> 
fc£©X-x;k*&#JW8V>&n**t. ^TfcTHF 

*/-jk x9/~-)i>, -Juaz-jv. ~J9J-itfi.lL 
©7Jk3-;v*jn^Tt>±K Sfci&giLTtt- 1 0 
0~-3 3t©«MT£fT<>rflgT*S*t, fcfc-8 0~ 

[0020] m4istt. -»iC (vii ) -c^snafc 

# (VIII) SfflVifc Pischer -f > F-Jl'&JfcOIgT 
**. -«j£ (VIII) fc^X, R» . R» , R« \m 

ffis«trai;-c3b*. a#wictt, <vn ) 

*n*{k^»*7xx;pt H95?>W»» (VIII) 

Ki»5-»S!: (id TSsns^tiWitLTi&n 

^>-tf>x;v*>R, p-h;wx>^j^> 
». *>7r-x;P*>i6fei!©^Ph>». SfcKHS 
ftS»»f© Lewis K*»fflVi&n. »C«S. 

t>©TttftK S«tLTi±, ;**/-Jk X^y- 
;k ^D/xy-;k ^^y-Jk^ifoTJkn-ji.jR* 
*, »K. ^a!f^>B6a:«f©JB)ttr»*««. DMF. 
DMSO. HMPAtiZOjmitT-JUTJ 
WmirfZtlZlfi* 1ifr~C*>*9J—JI,. 3L9/-)V. -J 
D/W-Jk -J9 J-)V1tE<D7)V-i-)VW&m'W*. 
L<. 1*CX^/-;P*tSiL /t ,j. KJ6taa»o~2 5 
O'COttH^^enS**, ^7? , b2 0~l 5 Ot:© 

«Hmrr^rffiT»o, i*ic6 o~i 2 otiTSije-r^ 
sav»iis***#&n5. HEiC (id rssnsft&ift 

Tias©*s«KT+*ia. *««utT»tii-r<5c:tc«k 

oT#6*l*. r©*67U-©7$>*#«*«t 
£©«!«»%. m 9X>Wtl&, ->i^ 

m. if )\,9 0 S5»m, 77^« 

&&> P-h;kx>^;njN>»ifi^ifcD*ax;P*>l6 

©T?tt*V>. 

[0 0 2 1] Et±©«k'5&4IgK:J:-DT-«5£ (II) 

IRS (hi ) r**nsfl:^«ii:Any>fl:«) (iv) t 

4>KJ&tt#ttV>«rfrCHL ^V- h 2 lC^-T<t 5 CKT 

fciB-r9Jffi»c±oT-«s (id r«an«fl:**ft 
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(7) #W¥4-3 683 84 

11 12 

^«^t*tT^«. ntt>*>, H8JC mi ) -ejfcsn *s. 

R^AtTU^fctty^p-eibsft;^ coo 2 2] 

H " 1J - B H OR* 

7 mu TOR-*** 



II H 



£2 IS HOR* »3n^ 



O 



(X) 



R 7 ~*X y H 



H " OR 8 * *4XS 
(XII) 

(xni) (vn 1 ) 



HzNN-Q^ 
R 2 w 

(vm) 



—^R 3 , R 4 



H 



86Ig 




H 



OtT) 



^R3,R4 



co 0 2 3 j sansa-ess (vii) -c^sn-sft 

*&BR» , R*' HZUEfllfrlTR 1 , R»- 
tTX^P> (-CHtCHa -) , MJX* 1 l/> (- 



«Vittx^u->7-fe^-;p (r« *tx^u-» . mjx 

^l^T-fe*-* (R« tfhUX?l/» fc£®3B#7' 



CHa CHj CHi -) £/rT. T-fe^-^aStb 50 ftKX^l^T-fc^-^jJJMSJUK 
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KB. ;**y-Jk X9/-)V. Ifl/>^J3-Jk 

■l?X h;H>. **U>fc£©^#i!S&fc**SfcjK 
KHSSt (VII ) T*$n^ft-&i»S8*a, gftlttt* 

T, *9/-)V, X* /~)Vr3.E<D7)l=t-)V^kfSm 

+, *;n^8M9Mk *JH-*Kx^jk 

* ^;k MM»* ^;i<fc z<j>*)\> h ixfMffl n 

t^K/SttttLTBiltt. £Ut. fiftK. U>Kfc£©ii 

mm, ^>-tf>;uv#>». p-h 

a*)B^&nsa«. ft^-cfefflK. p - Mkoxjkto- 

6 0-13 O-CTWfi-r^Jg**^^ 

[0024] »2xsti. hrsc (ii) -c^snsft-g- 

TNfc*. JWfcMKB. Hfi5£ (IX) -e*3tt*fc£&£ 
8KfcJ8#U a«Rtf*nn=fl82. 2. 2-MJ* 

TB. i?UO*BtxZT)\stE.&L1£»&5f3;iLUinW 

5fc««K)W8V>5*l*. &*>-e*>£#»S©;*:#V>B 
»SS#f *75>£UT, HJX3MK7SX x?-;W 
>M77ntMI/73X a»J$?> (2. 4. 6 - HJ * . 
WU£U3»> , :/DhX*#XV [1. 8-fcfX (3? 

*^;kT5/) ^-7^u>] ttf*t»*L.<ffl^&n. 

DD/^X 9DD*M, EttLft^lR, 1, 2-*?9 

□ Dx^>&£OAny>*»«i^». x-x;k th 

F. DME, -WU-^fOI-f MiS»««fflV> ^ 

ft, wrfe^DD^^x fuD^M, ra£fc# 
*. 1. 2-s?£nnx*>fc£©Any>S»i|toi# 
$UV»flS. ttfcl. 2 -i^nnx* U>. R 

fcflffiB- 8 o~8 o'crofcffl-enfT^ttBTi&sat, # 
1 o~3 o-CTjws-r^igm^ens. 

[0 0 2 5] 3S3X8B, —USA (X) T^atl-S^W 
* >©g*SftS£ffl7Ctt»CR3:LT-»75 >fcg«l 
L. ttV>T£S#ttT» -«5£ (XI) t?jSSnSKAn 

nest; an ) ^sn^rs. h 

lC*«fSXie-CJ&5. id-PR' B&3KSU-4 07 

8**3-6 ©s^n7;v*;k 8SSB4-6 
©->*D7;V*-XJk M*»6~14«D7'J-;k 
»i~4©7)pyx;k 2-75x;k 
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(X) ®g$S&£<DK$ft. KtttttfiFttT, £HS» 
KB*3c-eS*. BibTBSK, KM. 'J>K, fltfifc 

£©««». «b, :/Dtr*>fi. **x*;kfr>B» 
*x>x/W5>». p-h;kx>x;w*>«, *>7 

**/-,>k x*/— ;k :/nAV-;k ~f9 s—)\>u 
£ffl7;Pn-;P^S«. »B. 7"nfc;:*->B&£©lgtt 
B5&BJK. X-5Mk THF. DME. S***1i->fc£ 
? ©X— f^JfiSMSE. DMF, DMSO. HMPAfti'© 
5R«tt7^ r D7 i ^<yi'«»ttt*»ffll'>6n-5*«. fcj&vrfe 

ftK. yDt:*>Ka:if©iiKS*»jK*w*u<. a 

»«»Sf ^€TilS**t# Stl-S. K£B«B 0-50 "C© 

«Jfeti5. *©75 Ffcofij&tt, irxs-e^enfc 

-»75>£JS«El£?g#L. Jfig&tf-BsS (XI) T 

*$n5K/NDy^ft*«iin^Tft^-r* - t-cfft>n 

5. iSStbTtt, h'Jlf^TSX Xf-JW-iW? 
1 ntfjl,75>. 7DhX*#>>?&i:©=»7S>. bT 
3'Ji». -f 3^/-;Pft£©5?#«75>* 

£**fflv»sn***, smihux^73>*r+»sis 

>. ?dd*;k caaifl:^*. l. 
>&£©/\ny>jjMSlM\ x— r;k THF. DM 
E. 5?**U-^fe£©X-r;W*««. h'JXWI/73 
>. If U >>>fc£©&3«*fcfc73 >**MEtt£*»ffl 

IHSMt&iR. 1. 2-^nnx^>ttif©Any>'* 

50-8 o , c©«i8T*fTnriB-c*«*t, aft 
«o~3 ot:©«HT?»s-r^ie«**#6ns. 
[0026] ?B4X8tt. HRsS; an ) r^snsfl: 
^«!£ji7nb. -m: am) rssn-573>ic^ 
•rsxs-cfts. s^wctt. -«5£ an ) T^sn 

7;>5X'>AU5 1 '>A*«i*LVJ. »«ttUTtt, X- 
x;k THF, DME, £©X-7\fc&© 
««t*»fflV^n-5*t. mfcTHFWSLK * 
fc, *Hlfl;^vy^7)l/3x'>A«:^Sffl^&*^ 
KB. ilBX-x^JSOffittfcJD^T. A*U->. 
^X ->^n^i}->, ^>-ex MkTXfciCgHb 
i?^DD^^X {'□DMA, BSfflfl; 

Sim. l, 2-^nDx*>fc£©ADy>*jgat<fe 
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»- 1 0 0~ 1 0 0"C©«HTSSfr nJffiT?*5#, afi? 
tt- 8 0-3 0*C©ttffl-CifiEf ^€T!8£*<#SftS. 

[0027] S5ie»> -fist am) T^ansfc 

£«i*fifiilt£#fc«jKK:i8#&. »#U 

St 86». u >»ft£©*s«ik **>x;v*>st. * 
-x;w*>»fc£©;fr«x;i,*>», »fi. 7nK:*> 

~r;k THF. DME, ?ttt^42©I-fJHi 

1. 2-i>*nnx*>fc£©nny>^jg#fc££# 
t©S^81i3S*ifflV^tl**t, MBTHF-*. 

-*©ii^»«*-c+»»je-r^#<8**^ s 
*is. E^mstt- so~io o*c©«6HT*fT"J«T 
a«tto~5 0ic©«iiTS»s-r^$«**<# 

[0 0 2 8] aS6IDgtt, -fiSC (VII ') TsSStt* # 

(VIII) $fl§V>fc Fischer -Y > F-;i^&ffll6 
-C»5. -fi5C (VIII) CfeV»T, R« . R ! . R* it 

[0 0 2 9] -fist (II) T3ian3*$S9!©fc£«* 



«, in vitro, in vivo K&ft«ftl^lMgtttUt©l8 

*«w©**ai«5Jwsaaicffiffi-r-5iR»ctt, ^u-© 
«s*fctt*©i|[gfrTt>«i:<, *&££S9, em 

&£, «*©JBffi©"b©jWBV^ns. *S891©fc#«l 
fWJWtt. ±EW&/£#£ l~90Sa%, <fcD#*L<tt 

3o~7oa*%^^rr-5j:t*ra*u^. 
©ft««ifiijw©!s^*tt> a^»«, 

©Ste-lCttO. 001-1 g/B©«HT. HSnSI©*£ICtt 

0.01 ~ 10 g/a©«6B8Ti9:-£3n*. 

[0030] 

[&««] HT. §Qfi«!*#^T*fSIH©fl:^ 

<»©Hii^Rr^iii^fflssfcaff«fcKwr4*t. %> 

[003 1] 

1-7UJV-3-X h*~stUVtf-)l,- 4-tM'J H> 
2. 

[0032] 
Hb8] 



[0 0 3 3] 3-Xh*>/*;P#-;i/-4-lf^U H> 
4.46 g (26.1 BffiOl) &ft*DMF30 nl KM*U 

2.37 nl (27.4 mnolh h U *A 

3.28 g (39.1 mnol) £Ju*., SfiT 1 WrBftttLfc. 
* 100 nl £iH&TX— r;],300 ml TtttttU #«)§ 
2X50 nl Tffi#U fc*tt»*MJ*AT«» 

>r- [->u*y;v 200 g ; *dd*;ua] 

SH^^ft 2.13 g 0K#39X) *«#5n&. 

[0 0 3 4] NMR (90 MHz, CDC 13) 6 1.28 (3H, t. J= 
7.3 Hz), 2.7-3.6 (8.3H, a), 4.22 (2H, Q, 1=7.3 H 
z),6.2 (1H, n), 12.00 (0.7H, br s)IR (SHR) A 30 
82, 1737, 1720, 1661, 1624, 1307, 1230, 996, 922 
cnr 1 

[0 03 5] 

2~7UJP-6-^V-l, 2. 3, 4. 6, 7. 
8, 8a-^^bHP-fV^yU> 3 



2 

[0 0 3 6] 

Hb9l 



cxx 



[o o 3 7] Tjvzfy^mr, i-7U*-3-xh* 

->*;^x;P-4-lf^U H> 2.13 g (10.1 dboD £ 
fc*h;l,X> 15 ■HcftftU 60%**ft:^hU^A 2 
0. 2mg (0. 50mmol) , * WMfryMr h > 0. 99 oil (12 
MioI)£iniA* 15 £J&Jg£tt£ 

[0 0 3 8] £5UT#£ttfcfil, 4-^Jnflc2.83 
5^ g iC, 7;V=f>§UftT. *ffiflS*U^A 0.33 g O 
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* (3 Dl) metZM^ 1.5 i$raiSiftLfc»* 
flS#U*A 0.75 g <B* (3 nl) mLZmZ, 2.5 ISM 
fflSSt&o MlClHMfc ^onWA 2X30 ml T» 

A^D7h^77>f- [->U*y;V 150g;^nD*;V 
a n*;PA- (50:1) ] TttWBSJT 
1.21 g OR* 63*) 
[0 0 3 9] n-^>*>£D|?j|gftT*£?yXAtt 

ai9 0mg ok$io%) *t»e>nfc. i0 

[0040] mp 24. 5-26.0*0 (^>*» NMR (400 H 
Hz. CDC13)d 1.54-1.66 (IH, n), 1.73 (lfl. dd, J=l 
1.0, 11.0 Hz), 1.96-2.08 (2H,m), 2.28-2.47 (3H, 
m), 2.53-2.67 (2H, m), 2.99-3.14 (4H, m), 5.15-5.2 
5 (2H,a), 5.84-5.87 (IH, m), 5.88 (IH, dddd, J=17. 
0, 10.3,6.6, 6.6Hz)IR (WR) A. 3080, 1673, 1628, 

1129, 926 cir l Mass (EI)m/z 191 Of ) tg*#«HI 

cmHitNi Oi thxmnm c, 75.35; 

H, 8.96; N, 7.32*j»fil C, 75.21; 

H. 8.93; N, 7.32 20 

[0041] #%M3 

2-7U»-6-:fr*y-l, 2, 3, 4, 4aa, 
5. 6, 7. 8, 8ag-^hPn-rv^yU> 4. 

[0042] 

[ftlO] 




30 



[0 0 4 3] &*&i«T* -78rTfflfcfc«#7>*:i 
7#5 120 nl fc&JHU^A 435 ng (6.26 mnol) £J0 
A, -33^£#fiLT»Sfc;*-frfc«> 2-7U;V-6- 
2, 3, 4, 6, 7, 8. 8a-t^t 
Hn-f V*J U> 3.02 g (1.58 mnol) ©SMcTHF 
15 nl Jg»£iD*, SSST, l^Hft^Lfco -78t:JC 4? 
SMfc;7>*-*A 16.7 g (31.2 mnol) £W>^ 

fco R«9«^fflfn^»**^hU^A*»ttl00 nl, 
* 30 nl £Jn*T*DD#;kk 3X100 nl Tfflffl 

^Stlfcifittft 3.3 g^7A^DYHf77^ [i/ 
U*y;V 250g; ^>i?>-7-feF> (2:1 - 1:3) - 
7"feh>] T#*«Srr*£> ©gfls£«3 2.23 g (JR 
# 7396) tf#e>nfc. 
[0 0 4 4] mp <2 5'C (^>*» NMR (400 MH 50 
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z, CDC13)d 1.26-1.52 (3H, m), 1.59-1.74 (3H, n), 
1.88-1.95 (2H, n), 2.10 (lH.dd, 1= 13.3, 13.3 H 
Z), 2.31-2.45 (3H, n), 2.94-3.07 (4H, m), 5.14-5.2 
2 (2H, n),5.89 (IH, dddd, 1=16.8,10.4, 6.7, 6.7 H 
z)IR MR) A 3080, 1715, 1644, 1203, 998, 922 
cnr l Mass (EDra/z 190 Qt ), 166 
[004 5] 

2-7UJ1/-1, 2, 3, 4, 4aa, 5, 11, 11 
afl-:*»*fcFP-6H-tfU F [4, 3-b] 

W-jp 1 



[0046] 
Htl 1] 




1 

[0 0 4 7] 2-7U;i/-6-^V-l, 2, 3, 
4, 4aa, 5, 6, 7, 8, 8 a $ -x*b Fn-f V 
+7 U > 144 ng (0. 743 nmol) 2. 9 ml 

fcSJWU 7x-^kK7^> 0.077 ml (0.78 mnol), 
**>X;M*>» 0.12 ml (1.9 mnol) fcftl*, 1.2 

rx^y-jvTgfe^ufca, n&nfcajsa 22s « * 

191ng (JR* 71%) ##&n&. 

[0 0 4 8] mp >263 «C (##, XfJ-M NMR (4 
00 MHz, DMSO-d6)0 1.54-1.68 (1H ( m), 1.73-1.83 
(IH, m), 1.84-1.98 (IH, n), 2.10 (lfcbr d,J=12.7H 
z), 2.25 (IH, br dd, J=13.7, 12.2 Hz), 2.32 (3H, 
s). 2.42 (IH, dd,J=16.1, 11.2 Hz), 2.79 (IH, dd, J 
=14.7, 4.9 Hz), 2.84-3.03 (3H, n), 3.50OH, br d. 
J=12.2Hz), 3.57 (IH, br d, 1=10.7 Hz), 3.76-3.80 
(2H, n), 5.53-5.59 (2H, n), 5.93 (IH, n). 6.93 (1 
H, dd, J=7.8, 6.8 Hz), 7.00 (lH.dd, J=7.3, 6.8 H 
z), 7.26 (IH, d, J=7.8 Hz), 7.32 (IH, d, J=7.3H 
z), 9.53(lH,br s), 10.74 (IH, s)IR (KBr)A 3230 
(br), 2704 (br), 1626, 1466, 1210, 1040, 966 cr^ 
ass (FAB)n/z267 (0Bfl) + )7C*#«HBCia H«iNi • 
CHs SO. HtUTtDfUffi: C, 62.96; H, 
7.23; N, 7.73; S, 8.85^fflfil: C, 62.8 
4; H, 7.24; N, 7.75; S, 8.91 

[0 0 4 9] ###J4 

2-7U;)/-6, 6-X?U>V**>>-l t 2, 3. 
4, 4aa, 5, 6, 7, 8, 8 a J3 -x* b Fn-f y 

*yy> 5 



(11) 
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[00 5 0] 
Hfcl 2] 




10 



[0 0 5 1] 2-7U*-6-t+V-l, 2. 3, 

4, 4 a a, 5, 6. 7. 8, 8aj3-rAtl«D^y 
U > 1.86 g (9. 60 nmol) &^>-t> 40 ml 

«?U X5=-k>;!/Un-J|/ 0.80 nl (14 mnol)> p - h 
;VX>x;J/*>K-*#4Sl 2.10 g (ll.O mnol) £J0 
A, £i;-5*Sr#»Si£Lfc*t& 1.5 B$Wa«Eb£. 

1.5 N7> ; E-7*45 ml £JP*.T#iK 
U nn*;VA2X40 ml "CafflU 

ttfciflitttt 2.4 g ^iJ^A^U-7h{f^y^- 

60 g ; wt&&fr-*9 j-fr-yy^-y*. 

(300:5:1 - 100: 5:1)] T?»H»»-r* 
« 2.18 g (IRJ* 9596) ##&n&. ^>*>«fcDB 

jgft-rat. «-«s 1.09 g or* 48%) *»#en 

[0 0 5 2] up 39.0-40.0 X. «>9» MIR (400 M 
Hz. CDC 13) fl 1.16-1.48 (5H, m). 1.52-1.62 (3H, 
■), 1.68-1.81 (3H, b). 1.90 (lH,ddd, 1=11.7, 11.7, 

2.4 Hz), 2.85 OH, br d, 1=11.2 Hz). 2.92-3.07 (3 
H, n). 3.92- 3.98 (4H. n). 5.11-5.19 (2H. n). 5.88 

(1H. dddd. 1=16.6, 10.3, 6.8, 6.8 Hz)IR (KBr)A 
3082. 1640. 1096. 919 or 1 Mass (EI)m/z 237 Or ). 
210.1927C38»«f«C l< H J ,Ni Oi £bT©St* 
fi:C.70.60; H.9.77; N.5.90jgiHffi : C.70.60; H.9.6 
8; N.6.00 

[0 0 5 3] £#$5 

6. 6-X7U>z?**i'-2- (2. 2. 2-hU? 
PdXh^ftJl^Prjl/) -1. 2, 3, 4. 4 a a, 

5. 6. 7. 8. 8ag-x;ftfcFP-fy=fr> M .J> 6. 
[0 0 5 4] 

Htl 3] 
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[0 0 5 5] 7^^>aSTF, 2-7U;l/-6, 6-X 
^U-VS?**^- 1, 2, 3, 4, 4 a a, 5, 6, 
7, 8, 8 afl-T^t FD-fy^y U> 1.94 g (8.1 
8 nmol) , ^Dh>X*>^ 2.63 g (12.3 mnol) 
*1, 2-^DDX^> 40ml tCjg#U ^DDf 
»2, 2, 2-h»J^DOXf;l/ 1.25 ml (9.05 nmol) 
£J0*, 40 iHffllttLfc. 1 Nfi» 40 ml £ 

ftj^T^atu *i§^ddx^> 2X40 mi ram 

Jfifbfe. #en^««* 3.6 g S*7A^D7h^7 
7 4- l^JiJ^JV 70 g ; AW>-»HXW (4: 
1 - 2:1) ] vmW?Zt* Sj8fl^«2.94 g («$> 

S2.29 g OR* 75%) W^fc. 

[0 0 5 6] np 113.5-115.0 «C (X-xJW NMR (400 

MHz, CDC13)0 1.12-1.34 (4H, m), 1.40-1.68 (4H, 
m), 1.72 (IE, ddd.J=12.7, 2.9,2.9 Hz), 1.81 (IB, br 

dd, J=13.2, 2.9 Hz), 2.44 (0.5H, br dd, J=12.2,l 
2.2 Hz), 2. 53 (0.5H, br dd, J=12.2, 12.2 Hz), 2.77 
(0.5H, brdd, J=13.2, 13.2 Hz), 2.85 (0.5H, br dd, 
J=13.2, 13.2 Hz). 3.92-3.99 (4H,m), 4.15 (lfl, ddd, 

J= 13.2, 3.9, 2.0 Hz), 4.26 (1H, br d, J=13.2 H 
z), 4.68-4.80 (2H, m)IR (KBr) A 1709, 1433, 1212, 

1125, 843, 716 carcass (EI)n/z 375 Qt +4), 37 
3 (IT +2), 371 (T ), 997C*#SrfiCnH I oC 1 5 
Ni 04 <hLT0itJMt: C, 45.12; H, 5.41; 
CI, 28.54; N, 3.76*8HB: C, 45.10; 
H, 5.43; CI, 28.50; N, 3.80 

[0 0 5 7] &*0J6 

Iris- 1, 2, 3, 4, 4aa, 5. 6, 7, 8, 8a 
fl-x;frfcKD^y*/U> 7_ 

[0 0 58] 

[fbi4] 
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H OV 

1 

[0 0 5 9] 6, 6-X.?U>i?**i'-2- (2, 10 

2, 2- r-y*naxr-*So(j;i/jflx.>W -l, 2. 

3. 4. 4aar F 5. 6. 7, 8, 8afl-TAkHn 
<fV+yU> 2.66 g (7.14 mmol) SSMS 50ml fc* 
*ft, ffi&MiB* 2.34 g (35.8mmoi) £iOA, SiTC 
1.7 B#|U»L<a#Lfc. RKi§ft*A'f7DX- 

-)v Q-.imftm-m&hft. mm. tm^t>^xm 

JSU #5nfc83fc 3^:^X7* 30 ml Sim A. T 
^nn*;vA-x^y-;i^ (3:1) m&m 3x30 ml r 

stuu n»m&itt>itTm*.mmi-hv<!7&-vii£m 20 

[0 0 6 0] £5UT#Sn&&=»75> 1.54 g 
£. 7;Vrf>a«ET. awci^nn**^ 30 ml fc« 
»U hUX^;P75> 1.49 ml (10.7 mmol) £in* 
*ftT. mX&trn'fuyZMjMbzJIr 0.77 ml 

(8.5 mnol) &in*, 35 #Mll#Lfc. 1N8 

»30 Bl £inAT#KU *IS^D0^j'> 2X30 
ml TfflfUU #«H££fc>1*T«*ffitt±hUtfA-C' 

ft»u ft^nfcfites 2.0 g s*7Ai» 
ovh^- [->y#y;i< 6og : <vt4->-mi a? 

x?* (2:1 -1:1 - 1:2) ] -CSHtttfiTa 813 
fc^tt 1.70 g OR* 90%) *»»6n&. »»x^;u 

-^u-viosisa-rst. «wa i.ei g or* 
85%) mzrnto 

[0 O 6 1] BP 110.5-111.5 "C Qfllf^-^D- 
» NMR (400 MHz, CDC13) 6 0.72-0.75 (2H. m), 0.9 
4-0.98 (2H, ■), 1.06-1.38 (4H, m). 1.45-1. 85(7H, 
m), 2.20 (0.5H, br dd. J=12.2, 12.2 Hz), 2.51(0.5 
H, br dd, 1=12.7, 12.7Hz). 2.73 (0.5H, br dd, 1=1 
2.2, 12.2 Hz), 3.06 (0.5H, br dd. 1=12.7. 12.7 H 40 
z), 3.95-3.99 (4H. m), 4.12 (0.5H, br d. 1=12.2 H 
z), 4.24 (0.5H, br d. 1=12.7 Hz), 4.58 (0.5H. br 
d, 1=12.2 Hz). 4.68 (0.5H, br d. 1=12.7 Hz) IR (KB 
r)A 3084. 1618. 1454. 1224, 1085 cnr'Mass (EI)m 
/z 365 (IT ). 2205cSl»«ffilCi 5 H 2S Ni Os tV 
T©ff*ffl:C. 67.90;H, 8.74; N, 5.28&SHB: 
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C, 67.70;H. 8.63; N. 5.22 
[0 0 6 2] ##M7 

2-->^n^'nbf;M5 1 ;p-6, %-^-yy=j^-y 

-1, 2. 3. 4. 4aa, 5. 6, 7. 8. 8afl- 
x*fcFP-fy*/'J> 8_ 

[0063] 

Mill 5] 

h o^y 

[0 0 6 4] 7*:*>a«rF. tKS^JI/SX^AU^ 
t>A 714 ng (18.8 mmol) *i*THF 45 ml \zWM 
«*, 3KftT. 2-i/*n7nKJWWW?ryi,-6. 6 
-X^l/>S?^4r>/- 1. 2. 3. 4. 4 a a. 5, 
6. 7. 8, 8 afi-fAt r t D-fV*/'J> 1.67 g 
(6.28 mmol) ©fcjCTHF 15 ml JSffiSMTU & 
35 7yft^h'Jt>A 7.89 g (188 

mmol) -feUpA. fcfcT, THF-* (10:1) 3 
7. 0 ml £H>-3 < D t»TU&«, SSTtt 1 B|W8I# 

U 383£Ir«X?^Tift#U ifc*&£fc-frT 
SMBUfc. 1§&nfcifl#<» 1.6 g S*7^D7bj^ 

[3"j*y*40 g ; ft»x?^-^^/-;i/ 

-7>^7* (100:5:1 - 50:5:1)] Tttfi-T*.*:, 

ssfcsti i.39 g or* 88X) nmztut. 

[0065] NMR (400 MHz, CDC 13) 0 0.07-0.12 (2H, 
m). 0.48-0.53 (2H, m), 0.82-0.92 (1H. m). 1.16-1. 
42(5H. m). 1.52-1.65 (4H. m). 1.71 (1H. ddd, 1=12. 
2, 2.9. 2.9 Hz), 1.76-1.81 (lH.m), 1.92 (1H, ddd, 
1=11.7, 11.7. 2.9Hz). 2.18-2.27 (2H,m). 2.99 (1H. 
br d, 1=10.7 Hz), 3.06-3.11 (lfl, m), 3.92-3.98 (4 
H. m)IR (mm A 3080,1098, 1083 cor 'Mass (BI)o 
/z 251 (M* ). 210. 206 
[0 0 6 6] ###J8 

2-->9a7DlfJK*y»-6-:fr*y-l, 2. 3. 
4. 4aa. 5. 6. 7. 8. 8 a j3 -xftb PD-f V 
*/'J> 9. 

[0067] 

Htl6] 
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H 



H 
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[0 0 6 8] 2-i , /9U'7xi\iJ\,*=?-)\>-G. 6-X5 1 

2. 3. 4. 4 a a, 5, 6. 7, 
8. 8 a/3-x*tFn-fV*/U> 1.36 g (5.39 ra 
ol)*l, 4 21 ml fcJgtfU 3N&» 
7.0 ml SiUX, SilT 6.0 &SIWfll#Lfc. ffift&BS 

***MJ?A*?gfflt 80 ml £in*.T*nD#;UA- 
X*/-;P (3:1) fi£« 3X80 ml TttfcbU 

ifttt* 1.2 gSa^Z^nvFi^-r- [3"J*y^ 

60 g ; »i6x5 1 ;i/-^^y-;v-T> ; 6=.7* (100: 
5:1 40:5:1)] eBfc£*& 1.11 

g OK* 9956) tffcsnfc. 

[00 6 9] NMR (400 MHz, CDC 13) 6 0.09-0.13 (2H. 

m), 0.50-0.55 (2H, m), 0.84-0.93 (U. m), 1.28-1. 
55 (3H. b). 1.62-1.77 (2H, m). 1.89-1.98 (3H, m), 
2.11 (lfl, dd, 1=13.7. 13.7 Hz). 2.24-2.30 (2H, m). 

2.31-2.46 (3H. m). 3.08-3.13 (2H, m)IR WHS) A 
3080.1717. 1210, 1102 cr 'Mass (BI)m/z 207 
Of ). 179. 166 

[0 0 7 0] $mw2 

2-'yj;n^a\£)V^9-)V-l, 2. 3. 4. 4 a a. 
5. 11. 1 1 afl-»»»bFP-6H-gUF 

[4. 3-b] *Jl7t'./-;k 1 0 

[007 1] 

Hfcl7] 



H 



lfl 



H 



[0 0 7 2] 2— >^^y^bf;^^5 1 ;^-6-^y- 
l. 2. 3. 4. 4aa. 5. 6. 7. 8. 8a/3-5* 
*t KD-f V*/U> 786 ag (3.79 mmol) SrX*/- 
)V 14 ml fc»«|U. 7xx;VkF9^> 0.39 ml (3. 
8 mmol) , ^^>X;P^>B!0.52 ml (8.0 mmol) *JD 
1.5 EfflSaSbfe. SfiSSTSfcU WfflLfclSSi 



1.15 g Sx^y-J^OSISSf^i:. «!Sfc£»© 
**>*;V*>»!& 927 mg OR* 65*0 *t#&n 

[0 0 7 3] mp >240 "C (##. X*/-;W NMR (4 
00 MHz, DMS0-d6)ff 0.39-0.44 (2H. m), 0.65-0.71 
(2H. m). 1.09-1.17 (1H, m), 1.63-1.72GH, m). 1.75 
-1.83 (1H, m). 1.93-2.02 (1H. m). 2.08-2.12 (1H. 
m), 2.26 (1H, br dd. 1=12.8. 12.8 Hz). 2.32 (3H, 
s), 2.42 (1H. br dd. 1=16.5, 10.9 Hz). 2. 80 (1H. d 

20 d. J=15.3. 4.9 Hz). 2.89-2.95 (1H. m). 2.88(1H. d 
d, 1=16.5, 4.9 Hz), 2.99-3.06 (3H, m), 3.62 (1H, b 
r d, I=11.6Hz). 3.70 (1H. br d, J=12.2 Hz), 6.94 
(1H. dd, 1=7.9, 7.9 Hz). 7.00OH, dd, J=7.9. 7.9 H 
z), 7.26(1H, d. 1=7.9 Hz), 7.33 (1H, d. I=7.9Hz), 
9.28 (1H. br s). 10.74 (1H, s)IR (KBr)A 3230 (b 
r). 2712 (br), 1638. 1460, 1218, 1166. 1042 ciT'll 
ass <FAB)m/z 281 (OH©* )5c*#*rtt C»Ht«N 
. • CH» SO. H iLT©IH|t«: C, 63.80; 
H. 7.50; N. 7.44; S, 8.52&SHB: 

30 C, 63.62; H, 7.51; N, 7.54; S, 8. 
52 

[0074] mmm3 

iUfc. HfiDSffiSt* 5X10« /ml ICH»U ■?•<& 100 
Hi £ 96 IX-tV-We, Well fc*V>£. Wfflfla** 
VifcyW-MCT-f | — xi>©3>*t/t'J>A (Co 
n A) [77»T->7*t»] (1 Mg/ml) * 50 jig/ we 

ii Rtf6a«©«Kft;£<»£ so ue/ veil m*. 37 

40 COi >*3."*-*-[*n? 48 BJffl«*L.fc. 8 

***7 8 RMitC [ 'H]-?-$S» 2mCI/10 Mg/we 

11 zmmvit. ****7«> -fc*/wt**--eai« 

*tXfc [ s H]-^S$?>©;ttlrtE&ai£L&. Tffflffiit 
SBUSiWi. ^SClcSEoTfftilLfc. 

[007 5] 

»l] 
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(14) *fW¥4-3 6 8384 

25 25 

■ X100 

(ib£m%mo-mm) - (con a mtmnmm) 

[0 0 76] 31 \Z*&W<D±f3.{t&<&> 2-7V)l'- * [4 , 3 - b] iJ)WV/-)V : 1 0 <P Con A MIC J: 
1. 2, 3, 4, 4aa. 5, 11. 11 a/3-:*** *^XT»|fiif$^{H#«i2«b&. 
kHn-6H-tf«J H [4. 3-b] : [0077] 

K 1, 2. 3, 4, 4 a 10 [Si] 

a. 5, 11, 1 1 a/5-*^^tHn-6H-tr'J K* 



mM&imSL Con A 





1 


JLfl 


0.1 


0(+14) 




0.5 


0(+4) 


0M6) 


0.75 


0(4fl) 


0(+63) 


1.0 


0(4-15) 


0(+13) 


as 


0(+7) 


43 


5.0 


12 


82 


75 


34 


90 


10.0 


51 


100 


12.5 


66 


■ 


15.0 


92 


100 


17.5 


96 




20.0 


100 




ICsq (^g/ml) 


9.9 


3.2 



[0 0 7 8] SllC^-TJ:5t. *589!©fc£tt, 2- 
70JV-1, 2, 3. 4, 4aa, 5, 11, lla/J 
-^"i'^t Hn- 6H-fcT'J H [4. 3-b] %)V>V/ 
-)V:U 2-*si?u-?u\ij\,* ! ?-)\>-\, 2, 3, 
4, 4aa, 5. 11, 1 1 a fl-*>?9 1 Hn- 6H 
-KU H [4, 3-b] 1j)W-)V : 1 0 «. CodA 

[0 0 7 9] ££66094 
TgaUWWMteJOS (MLR) (Cfett^TMBSl§ji«l 



50 



MKM^SWIC Balb/c vS*,fcD|iW£»ttl,. W» 
MKHft&Ufc. HOffaKBttrvf h^'y>C OHIO 

(»SilS»I*t*5££ttK) ^SsJDL 50 us/ 

ml) . 37^-? 30 #ffli&*U&. 30«c»Sff 
K 1X10' cells/nltlBSIl/fc. 96 47D:/W 
-KD#WeiI KC57BL/6 V?X©|flfflJS?ft8a 100 wl 

(5X10* cells #«) , Balb/c -r9X0|IIUMKi 
Si 50mI (5X10 5 cells £#) , 

50/il 37TOC0. -f >*3.^-* 

72 ^w*«bfc. «awiT 8 mmmiz t >h] 
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• 



(15) 4$ffl¥4 - 3 6 8 3 8 4 

21 28 

^x*-T«tt±icfflifi£»*u &8«f;vx>«-> [0 0 8 0] 
-eau&cjRo&snfc [ > jQ-?s.i?>o>mm%m%.* 

TMMxmmm (%) = 

«W8g0>ifcWffi) - (MMC im Balb/c flfc&tfig + C57BUB ftMSB 



[0 0 8 1] a 2 fc#S89J©;teWfc£«j, 2 -7U;v- 
1, 2, 3, 4, 4aa. 5. 11, 11 a/3-*?* 
tHn-6H-fcT'JF [4, 3-b] *;V/t'/-;P : 
J_> 2-->?D^'DbfA^g 1 ;i/-l, 2. 3. 4, 4 a 
o, 5, 11. 1 1 aJ3-:*?*fc:Fn-6H-fc:UF* 

mi 



38 [4, 3-b] jj)V;V/-)V: IPC MLR 

[0 0 82] 
G&2] 



MLR C*tt* Tfflfig*83*JP$J$ (%) 



0*g/ml) 


1 


Cug/ml) 




Oil 


39 


0.1 


48 


as 


62 


1.0 


77 


0.75 


66 


2.0 


87 


1.0 


70 


3.0 


99 


2.5 


89 


4.0 


100 


5,0 


100 


5.0 


100 


7.5 


100 


10.0 


100 


10.0 


100 


15.0 


100 


15.0 


100 






20.0 


100 






IC 50 (fig/ml) 


0.3 


ICsj (/xg/ml) 


0.2 



[0 0 8 3] «2Kl^-r«fc3C. #SSl5ifi!tffr&«l, 2- 
7VJV-1, 2. 3. 4, 4ao. 5. 11. lla/J 
-*?*t Fn-6H-tT'J H [4. 3-b] %)WVJ 
-fr.U 2-*s>;n-7a\lfr*r)V- 1. 2. 3. 
4, 4aa, 5. 11. 1 1 a 0 t FD- 6H 
-fcf'J F [4. 3-b] : 1_0 «. MLR 

[0 0 8 4] £JS«*5 



(Mtt. 8 mm fc» ^^ft-?->Jlilfil7^^5> (MB 
SA) (SSSStc S^Vlfc) (2 ng/ml) RZf Frc 

and ^7^a;t> hOlfil&I^jJa > (2m 
g/m 1 MB S A*8$^Freund*5S:£7-;>a.A*> F 

(D I FCOttJO £3«iI£U «#UTXV^i?3 
>tbfcfc<D) 0.1ml »a?STS-^-r<5C:tCa: 
OiilSa^SffV^ (day 1). EB*>fc«Wb£«&£ 10 
mg/kg/day ©ffiWcfcD 1310.8 BW»S&8n«-5- 
Sfrofc. »M»tL-T. gSSiLTfHUfc 10%DMS0 
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(16) ft08¥4-3 68384 

29 30 
(■*> FttS) £60 mg/kg/day ©fflftlCfcO 1 B 1 *£l£fc:tt*Jg«©*$Ha. &T8:#Ufc. Day 9 K.V 

Day 8 IC MBSA (1 mg/ml) © 20jxl $£(91% [0 0 8 5] 

KJBJSfc&T»¥U DTH S^&gjg^-frfc. *<fflgffi* [ft 3] 

T«5*DTHJ5mai*l$ (%) = 

X100 



[0 0 8 6] S3 fc*gNND3ft4btfk. 2 --^a^ 
DKWf*-l, 2, 3, 4, 4 a o. 5, 11, 1 [0 0 8 7] 

1 afl-tfi^fcFn-eH-tf'J H [4, 3-b] * [£3] 
)WV/-)V : 1 0 t^D^*U>A©T'5X DTH 38 

^3 











lit 




10 mg/kg 


46% 


a 




60 mg/kg 


56% 



[ 0 0 8 8 ] S 3 (C^-r«fc 5 fc. *»9!©ft;£«K 2 - 
5/4ro7nK/WW-l, 2, 3, 4. 4 a a, 5, 
11, 1 1 a0-***kFn-6H-fc!U H [4, 3 
-b] t>)VJVJ-n> : 1 0 tt, ^nxtfU^Ail^ 

^a±©v>^ dth sjsaiM^fflswr^wt^s 

[0089] 



[J8W©»*] #»91©ft;£»». In vitro. In vivo 

Hss^*. ^jt»ffi©ie©}B*aRiS*a!MTr*fc*©^ 



<72)3S9» ft* « 

♦wwiiJB»&*#ja:iiii«« stnfc££ 



-780- 



